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Abstract of JP2000026409 " ? 

PROBLEM TO BE SOLVED: To provide a new heterocyclic compound substituted with an N-aryl/ 
heteroaryl group, having parasite-exterminating activity and useful for the treatment of parasitic infection 
diseases. SOLUTION: The objective 'compound is expressed by formula I [A is N or the like; B is N or the 
like; R1 is a group of formula II or the lik£;-R7 is H or the like; R8 and R9 are each H or the like; R10 and 
R1 1 are each H or the like; E is N or the like; X is N or the like; R3 is a halogen; R4 is a (halogen- 
substituted) 1-4C alkyl or the like; at least one of A and E is N when B is N and at least one of A and B is 
N when E is N], preferably 4-(2,2- dibromocyclopropyl^^.e-dichloro^-trifluoromethylphenyO-l^^-tri 
azole, etc. The compound of formula I can be produced e.g. from a compound of formula III, etc., [e.g. 1- 
(2,6-dichloro-4-trifluoromethylphenyl)-4-ethenyl-1 ,2,3-triazole] optionally by a carbene-transfer or insertion 
reaction of R8R9C or R10R11C group. 
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[0 0 5 0] 

R'rt*3- (3— yntifcli^DD) - 4 - (3 
— F. ^O^^cWDD) — r )l- 5 - 

-f;i/T?*«SC (I) 0>ffc£»tt, R'^3 - (3— F, 

^stiwop). 5 — r;uir 

a&^it (I) <B#jfcT*fl:^« (±IE*ttT«JBT* 

ctpft, 3-f, yp^sfc^^DDiba^^-n-ens 

[0 0 5 1] ^fe8 

hu ^;u^p^-^;u^^> - 3 --r;UT&^ 
St (I) <o<b^«tt, R 1 i*77>- 3 -<;i/T£>3it 

(I) ©#rtrr*fc^« Wft2T«Tt§) D 
MF<DJ:3&jBS&»|*4», 1. 3 7A-M^3. 1 
(20^b45p. s. i. ) (D^vUMKT. 
CF 3 - Z (ZHBr, I, G 1 *<0cfc3&iBSftK« 
, MzSttWti- h U ^A(sodium dithionit 

T«ifiRlfiET»«. £CD^-f :/£>JkJ£te:, J.Che 
m. S o c . , Perkin Transaction 

s 2 ( 1 9 9 0) 2 2 9 3 HiBffc^tlT l> <5„ 

[0 0 5-2] 

'R'#*2- (^ODS&IJ^Dt) 77>- 3 --Ol/T 
(I) <0{b^«f4, R' *«75>- 3 

ss: (i) co*fjsf zit^m (jsitBiTss) 

T"fehxhUJUOJ;3 3Q:jBaa:»iaE4i, N- (^P 
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[0 0 5 3] Ml 0 

— f;i/T&£S; (i) (Dit^mz, R l ^y^>-3- 

hV7)l*U*^)V7,)l7 3L-)\sm$mtm> (IV) (sta 
nnic chloride) £KJfc£i±Z> d t TSSit pJfgT* 

£o 10 

[0 0 5 4] ^ffil 1 - 
E^CHTS^S (I) ^{t^te. E^CNH 2 T$) 
^j&T^fc-gr^i^ rh7hFP77> (THF) 

IffiiTJ^J^ £ <h fcl ± o Tffifig pJjtETfc 

[0 0 5 5] ^fel 2 
E^C-^DTMS ( I ), <D{C%m^ E^CNH, 
-e$>Z>-ttfc-t2>ik%®*. rh7th'D77> (TH 

f) <D£?um^fcmm*. mmm t --^j-^^xotA. 20 

>£7£teCuC l.cDJ^&A^-f HiHtSiC^-B-^C 
[0 0 5 6] ^fel 3 

E^C-C-.T^^^T^O. R 1 , Ar. R', R', 
R\ R'RtfR'^it (I) ©fl^t&KHbTifcfcje* 
CDjIOTc&SjS; (I) <7Mb-&#Jte> E*tC-3-HTJ& 

^A{taiS«*1±T»l6-r4 5 - 

J|/<fcb. tt^TClft*. Z^3 9f$tli|r^OJ;5i& 30 

m%UWlt&&T&z>T)i'*Mkm (C-.7;i/^;p- 

[0057] *§mo>®n\*. mn<Dj5mz&<oftm&. 

tt. WAtf, V3> tf-f >J— &U->X*t#l 9 9 l*f 
KWJKbfc, T W GreeneWP G M W 
u t s Wco "Protective Groups i 
n Organic Synthesis" \ZiEWi.£tl 40 

[0 0 5 8] *S881©*iHte. A, »*fttf*4fo»::*JH 

simtemmm^® ; 

b) 3£?ffl£:bT4£fl.-r *f£W(DWM; 

c) SSfeSlfflai»JOH3ftC*Jtt-6*5S«Ol»Il©ffljj|; 50 
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[0 0 5 9] A^OK)^llw*3^5*5I^O^K«)ffl3& 

K.fc*«Pi8:-£, ^tf-ttffl (pour-on) 

Sfett^mffi (spot -on) IH-&«iUT©fe^ 

dsns*. sijtetb.T. fneii. at* 

T. lKft£fcttS«a!W) . S« (dip) . 
[0 0 6 0] neDJ.s&ltefctt', *W&Kl*wy 
tc/h»itbfc#Wj!B*fctt*-l' Ut-il^L. £ S.fc 

mmiZi<it2><Z)\Z+ftU1&3ifr\ZZf K^H^StlT^ 

tfDUh*> t yutD-;i/*;p-7-;^wj;5^ 
i oa*% i§«?sfc«s 

[0 0 6 1] CftSroSE^Jtt. MLiottSSS 

0, 0 1-lOOmgTJb'l.. ffSLV^Wl lkg 
(C*fbT0. l*f.l0mgTW. 
[0 0 6 2] giJfilibT. *^B^(7D#|K«. 

-®\z&*3--rz£t>bBimT\ zcDtzsbizit. mmv>m 

*offliSif5^i*lWib. jgiBlbfcfflomSnSiJS 
Ac«^ U 3 i7 x £t$S5! bT t. «fc ^. 

[0 0 6 3] *5zm<omm$. ms.wim. m®m^, m 



( 10 

17 

wiz&Mmmmw. w*«a, rzs, 

v^-0<t^)^^y"7yzs p p. , ^^^T^x sp 

p. , ^f^yzspp. , ytft77^'7^>y 

^7- , JX©J:5a')yg^spp. , s p 

p. , ^7^v^-spp. , ^-hHDX =EVrt* 10 

(Ornithodorus mouba t a) ^J:3 
W-hHDXspp. ) Rtf^x ^vU 
-7spp. , hir>^x<£J:?&b:i: 
spp. , yo^fXspp. , 3>Jt7°fXs p 
p. , ^h7ispp. , t>3^777^/Aysp 
p. ) S^tri'-B ; 5K»B Mitf, s.p 
p. > 7/7xl/Xspp. » AXAspp. , . 
Kspp. , 77/Uspp. , ^Hspp. ) 
MB (WAH hUThYspp. ) ; y^y^rif 

(Phthiraptera) (MAH ^7U-7 s 20 
pp. , -f X / ^ (Linogna-thus) sp 
p. ) ; ISSBS (MAH -f 3*/ ^ (Ctenocep 
hal ides) spp. ) ; (WAH U=E> 

□>7*u spp., spp.) {mm 

tf, -7#xhD>^ 

'JX>yX (Ni ppos t rongy l us bra 
sil iensis), b)\slr*yMt&^&* / \ : E>£i 

^SX^ttMWU ^hrH'/bhX (Nemat 30 
odi rusbat tus) , ^7, : r)V^i>T +r— * 
J±i/>2 & (Os ter tagi ac i rcumc in 
eta) , h'J^X 7^ir-f (Trie 

hos trongylus axei) , t7 — 7 s 
pp. RtX/Jx»*AO«t5«i:**tt«ai^J:-3T5iefi 

^U7 • X-f ^U7 • yir;U^U± (E ime 

ria acervulina), X-f ^U7 ■ 
u/ ^ (Eimer ia brunet t i) * x-f U 
7 • "7 ^7 -> ^ (Eimer i a maxima) , X-f 40 
^U7***hUi7X, X<^U7'*t7 (Eime 
ria bovis) > I^f^'J7 - XMl/XRtf X-f ;* 
U7'thV<^JX (Eimer i a ovinoi 
d a 1 is) <£><£5&x-f /U7s pp. ; 9 )V— X 
hU/t7y-T, ij-ya7-7spp. , 77U7S' 
*spp. , A^x7spp. , HUnttr^^x 

(Trichomonadidae) spp. > H 
mspp. , y7i^7spp. , h^V^X 
vspp. , »*7/-AJkW<l/U7s pp. K<£ 
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^x^¥4, Wx.tf3f7^7./^^spp. 

^y^yspp. wtmw&i') (^ 

»*SA£I»I»TSI6K:. S&Ktt, #F, flf tK 

7hyD7'Jspp. , ArD^-AX (H e t e r o 
termes) spp. , -fXyD7'Jspp. lz£-z> 

r>V Uyil >X (Heliothis viresce 
ns) (^An A7F^t-A (tabacco b 
. u dwo rm) ) , -MJtv7 7;U^X^ (He 1 
iothis armioera) RO^U^t^X if 
7 (He 1 iothi s z e a) (D&oT&ssV 3: 
spp. , 7^F^T7 X^7if>y^ (Spodop 
tera exempta) , X 5^ K ^-r* ^ U h y 

(S. littoralis) {x.VzfbWM 
40 , Xtf K^f? X'jyxy (S. e r i d a n i 

a) (ma$fT^'J4a) ^7&x#^T7spp. , 

^^h7 XI >:7-r ^ (Mames t racon 

f i g u r a t a) (A*— JUtfr 5»Jffi (bertha 
army worm) ) ; X7U7X -f>X^ — j- 
(E arias insulana) (x.i?ybt&CD& 

tfb) ©«k74x7'J7Xspp. > ^^^-yy^-y 

zf y zs— tfX^ (Pectinophora gos 
s y p i e 1 la) ( t!>^^(7)^t?b) <D£.oW<2 

f;7^-7spp. , txhux-t 5?tf7U7 

(Ostrin. ina nubilalis) (3-D 
yrt$>t><Dtb\,**>v$>o) ©«fc'5&*7h , J--tsp 
p. , h'J ^^7^7- (Trichoplusia 
n i ) {^r^^y)V— /t— (cabbage loop 
er) ) » tf — UXspp. (Pieris sp 
p. ) (^-V^-yfilSO » 77>f^spp. (Lap 
hyqma spp. ) (ff^Jffl) , T^o^X (Ag 
r o t i s) R^T^izX (Am a t h e s) spp. 

m$)0&) , O-t-t—t (W i s e a n a) spp. 

(#U— ^-ffi (p o r ina mo th) ) , (C 
hi 1 o) spp. (*c7)S*ftl^ (rice s t 
em borer) ) v h'J^'Jtf tTryporyz 
a) spp. R(?T^f T V \y — T (D i a t r a e a) 
spp. (^h^^t:*A^ARcX*7|cft^A) , 
)\,jiJ is* tri/'J 7-^* (Sparganothis 
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pi 1 1 e r i a n a) (^l/-^'J-ffi) , ->5* 
^ TtIn^E^— ^ (Cyd i a pomone 1 1 a) 
(n K U >ifjft (codling moth)), X— 
f 7^ (Ar c h i p s) s pp. (SMh-hUy 
:?Xj8fc (Fruit tree tortrix mo 
th) ) , XIIt? =fyDXf5 (P 1 u t e 1 la 

x y 1 o s t e 1 1 a) (^-f 7^> h*^?y*«) 

0y*.Wfb3jMi*-7X /\>^-f (Hypo.thenem 
us hampe i) <n — b — — *&^£0 , b 10 
US^X (Hylesinus) spp. (8JS¥ 
40 > 7>Vy*7X ?7>r^ X (Anthonom 
us grandis) OSTEON-? 5 tr L) , Ttl 
U > T ( A c a 1 y mm a) spp. (^a'J'U ¥ 
S») , (Lema) spp. , ^yUtfX (P s 

yl 1 iodes) spp. , J $ )VV -rHrA 

] J ^7 — $ (Lept i no t a r s a deceml 
i n e a t a) (n u=y K D ***m>*>-Ri tr b) , 5* 
-f J^Of* (Diabrotica) spp. (-E □ 
3 h £7 — A (corn rootworm 20 

s.) ) , aVt7 r^A (Gonocephal um) 
spp. (false wire wor 

m s ) ) , 7tf } J ^5^X (Agriotes) spp. 
(ftfifi) , 5^1^ l/lfy (Dermolepid 
a) IkZf^^rn — t} X (Heteronychus) s 
p p. (SfeifeA (white grubs)), ^ r 
XH> n?I/7'J7 (Phaedon cochle 
ariae) (VX^»H¥4) , U^V^h?^ 
1 J 1/ 37 :7 X (L i ssorhopt rus or 
y z o p h i 1 u s ) (Am^vtS L) , *U *-x-fcX 30 
(Mel ioethes) spp. CfBBWA) , ir^7 
h U >;frX (Ceutorhynchus) spp. , 
U>n^^^X (Rhynchophorus) Rtfri 
X^Ea^U t^X (Cosmopol i tes) spp. 

01/— h^*3 trb (rootweevils)) tc*f L 
Tffl^cO, fi&JAfcf:/^ (Psyl la) s 

pp. , ^ ^ :> X (Bemisia) spp. , • h U 7 
U^H^rT, (Trialeurodes) spp. , T 

(Aph i s) spp., ^ X*X (My z u s ) 
spp. , ^zfty z7 fcf 1/ T X (Megoura vi 40 
ciae) spp. , 7^fD ^ ( P h y 1 1 o x e 
r a ) spp. , 7Til/^rX (Adelges) sp 
p. , ^7^-aH> 7A'J (Pharodon hum 
uli) (^7^AV>M^L (hop dam 
son aphid)), 71^47 ^ X (A e n e o 
lamia) spp. , Jrzr^y (Nepho 
t e t t i x ) spp. (M(D^-fcy/^— (rice 
leaf hoppers)), X>*7X^J (Em p 
oasca) spp. , x^/^JUA— 47 (N i 1 a p a 
rvata) spp.', — ^>f>x^ (P e r k i n 50 
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siella) spp. , 7^'J5 (Phyr i 1 1 
a ) spp. , 7^^r-f — ^ (A o n i d i e 1 1 
a) spp. (#&#< tf^AvO , ;i/b-#-f#^ s 
pp. , yjL-n^AX (Pseucoccus) sp 
p . , ^\p^;i/^x (He 1 ope 1 t i s) spp. 

(K (mosquito bugs) ) » U iiTs ( L y 
gus) spp. , t^X^-*X (Dysdercu 
s) spp. , jr^is-ftU^T* (Oxycarenu 
s) spp. , (Nezara) spp. ; X;* 

yyf7 (Nyme n o p t e r a) , 0tJxJ£X:^UX 

(Athalia) spp. R^ir^rX (Cephu 
s ) spp. U\J^) ,77^ (At ta) spp. 

(m^JOTU) ; StfBB, «Atftl/5-f7 (Hy 1 e 
my i a) spp. OU— h/\*X (root "f 1 i e 
s ) ) , 7fU (Atherigona) sp 
p. , xm^U/Uspp. (ya-hm (sh 
o o t flies)), A^UAX (Phy t om 
y z a) spp. j~—X ( 1 e a f m i n 

e r s ) ) , ir ^^-?X (Ceratitis) sp 
p. (m^/N*X) ; ^^Tlf^^VCDi^Tlf^^V 
e ; h/lt^A^&tfX^X hiz;U^ (Schist 
ocerca) spp. (Ay^O Oct "5 & A y Hi , 
RlA X>7^tP*spp. Rtf^Dy^n^n^s 
pp. (Dck^&rj^D^ ; VjUh b*A5>s p p. Rtf;*- 
X^r^X (Onychiurus) spp. (X:/U 
;U (springtails)) ©JcSfc: h b 
A->g, ;*-K>h^ — ;*X (Odontoterme 
s) spp. (y07'J) W5&y07'JB, A*tr^ 
Ayspp. (/Mt^A-» Av@, ~Bl 

IS. ±^/\yxspp. , A/x^X (Panonyc 
h u s ) spp. S^7Utt:7 (B r y o b i a) s 
p p. (^i^n) , !Ut7>fXX (Er iophy 
e s ) spp. Q&'&.lr (gall mite 
s ) ) , #U 773^V*VX (Polyphaco 
tarsonemus) spp. (D J: 3 te^x S -5 
Jc, a£±AB&-t-0ffiCDtf£fttt ; ^5— £5* (B 
laniulus) spp. (^"3*T) , ^ */3A^f 
spp. (i/>7^U K (symphi 1 ids) > »7 
^ f/A 1/ spp. (>?*y X (woodl ic 

e) ).Rtf*:/hXbfs pp. ; It. »i 

* U * K=F> (Mel iodogyne) spp. 
(fl»JA«M. -f >n^x^ (M. i n c o g n i t 
a) ) <D&ot£)V—V J y bm& (r o o t - k n o t 
nematodes) ; ^diKt7 (G l o b o d e 
r a) spp.,(^JA«G. DXh+X>->X (G. r 
ostochiensis)) CDJ^oUisX ; -5 

K^^^X (Radopholus) spp. (^Jx.^ 
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R. y$UX (R. s i m i 1 is) ) ; rfy^Uyid 
X (Pratylenchus) spp. MM A If P. 
/N°^ < r->f>X (P. paratensis)) 
l/ya >$S& (lesion nematodes) ; 
^oy (Belonol iamus) spp. 

(M^tfB. y 7 y 1 J 7, ( B . gracilis)) ; 
■^U>^7^X(Tylenchulus) spp. (W 
*J£T. -tr^^^ h^> (T. semipenetra 
n s ) ) iD^l/zjj^X (Rotylenchulu 
s) spp. (tftJL&R. U~y*)U^7s (R. ren 10 
i f o r m i s ) ) ; D^U>^X (R o t y 1 e n c 
hus) spp. (0U*.t£R. D7'7^X (R. rob 
ustus)) ;A'j3fU>AX (Hel icoty 
lenchus) spp. (WitfH. ^7y'J7 
. (H. gracilis)) ; ^7 UaWfX (C r 
iconemoides) (WAtfC. x^UX (C. 
similis)) ; F'J3F5X (Tr ichodo 
rus) spp. (0y*tfT. ^USf/U (T. pr 
imitivus)) ;+y7^?>7 (Xiphine 
ma) spp. <0J*_tfX. x-fA— X*^^>A 20 

(X. divers icaudatum)) ; n >^ K 
^X (Longidorus) spp. (0iJ*_te'L. X 
o>^f^X(L. elongatus)) ; ^^P^-f 

(Ho p 1 o 1 a i mu s ) spp. (WxJfH. 
3 nj-?X (H. c o r o n a t u s ) ) ; A# U-fc> 
^3.^spp. (0)J*_t£A. >J7!yi7-#y (A." r 
i tzema — bosi) » A. ^yb-i (A. bes 
s e y i ) ) ; > ? ^U>^X spp. (#J*_te;D. 5?:/ 
U-> (D. d i p s a c i ) ) CD «fc -5 ftSSftOttMSEiar 

[0 0 6 4] £&*«W<0«||ttt> ffi»K:o<»E»<» 

SSO. 0 0 5 kg*^»25kg, jffSKHO. 02 
2 k g/h a09]6(i:&5«fc5i:ift*n5c IS 

Jtfcffl^SIKfctt* 0. Olgi^lkg/haOMS 
[0 0 6 5].*Of4tf±li©»^ #Sttfeff£^ 
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fc«n«-T* (disking) KJ^T, «*»^± 

[0 0 6 6] #5B9!<&«mW\ iiLT±li:tt*f(f) 

# L/-tr>^rL^7(Aphelenchoides) spp. lkZfi7*1z> 
■^^(Ditylenchus) spp. ) £)ESR&£@WchU ^ 

[0 0 6 7] JUL tfS^», iSH, fi 

=3, BPKftCXtJ-^^fflWa? (H, fj^M-jy (cu 
rcurbi ts) % U^X, hRtfh 

(h^DJ^ irh'J^pny, tr^S 
y, fc-ss^u 33t77, 3*a, f$fi© 

7##h\ v>3*-, *U"-y&CX<***B 

[0068] ^^c^n^ti, «* (mm, &m. 

X (Urocerus) ) , (MAW!* 3 U 9 1 H 

(scolyt ids) , ^7 y^^is K ( p 1 a t y 
podids) , U^^-H (lyct ids) > 
U ? y V ( b o s t r y c h i d s ) , t7^t'y7F 
(cerambycids) * 7/ fcM H ( a n o b i 
ids) ) $'tlii/D7U, HA.tftThyD7'Jsp 
p. , ^x-T^P^ 7 — AX (Heterotermes) s 
PP. , -flyDTUspp. Wl^bffiSTStC: 

[0 0 6 9] :tlbH ^^H, m^WR 
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[0 0 7 0] #fg0J!e9$55fte. fclAtfifflaBCfcSK:. A 

[007 i] ■£t>iz*mw<D s b5— -zxommz*. * 

%m<VWg.*, ffl^ttO«ffi)?riJ, 'J + 

[0 0 7 2] SSKaMglplW:. S££8t«8Jil/Tffl^ 

[0 0 7 3] $^>(C*^BJ«, 3£ <I).©{fc*», Rtf 

*m ; sc ( i ) <&*fc£*j. sfctt, ex. ssisfctiw 

to. ESI, «*i:;fctt«E^Wa!F£3iSt«E£» ; 
tLTlH4ftl(»0, * (I) ©ft^to. Rtf. ESI. 

^Mit-r^^OT. a; (i) (Dit^sm. ex. & 

[0 0 7 4] *XK:*wa»*fctt. £f£&!SiS&CD<fc5 

J&&CD/NX (-y-->y\*xH) £gJ*LT, CO,*fflDT 

/NxrojWiflKiia^irrs. S^Mro/MSCO,** 
£>lel«£ I-jt^-^Tl^Ac 5 0ml 
ifc^ + fcAns. Httt<o*fflBte. aii:i /u l cDT-feh 

tttS. &<£>^te. mft^fz*3£WCD<®lM<D. Z\(D£o 
&AXtCttt-5£{fcrtffitt£#J*LfcfcO-e<&-S. JEt: 
1 0 0 % t-rSOI'&B&ft-^Stt, At g/AIf 
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[0 0 7 5] 







1 


0.005 


2 


0.01 


3 


0.005 


4 


0.05 


6 


0.01 



ffliO10/ig/cm 2 H 7-feh>*fcttx^y-;U 
©J:3ttiSa:*«*f:l»ft6fte**L& lmg/ 
ml^?££, tf^^hTO. 5mlf^0, 
8X6. 2 5cm©1f^l*fcWhatman N 

o. i mm) mm±izi%-\zttvz> z t iz^^xmM 

AtlfcK i 1 n e r ¥><Dtp\ZW<o £ ?>\ZZ<D\£>$: 
mmL, 2 5tT2 4Wi< 0 &\Z. USOEflDtfJ 

«»LT2 5tTS6i:4 8P*WJ«<. 

TSfCtt, ^"^7 x*v^x(Boophi lus microp]us)c£>#]4 

30 £ 0 ffllttwg/cm'TSSns. 
[0 0 7 6] 

1 0.5 90S 

2 1 100* 
3 0.5 1003 



mz&^T, MjSttGa 1 Ienk am p«^W^«* 
ffl^TilSL, jHEttfroT^aii. SfiSS** (NM 
40 R) (Dt—PIZ. Bruker AC 3 0 0SfcBAM 
3 0 0«ffliiT«D, #IiLT, »MtS&tt^h9^ 

X^^7 h;i/ (MS) (D^r—*?^ F i n n i g a n M 
at. TSQ 7 0 0 0 ifcttFisons Instr 
uments Trio 100 0Tifflj£bJfc« fr^R 

#tl:LTlS:ftSLt, HPLC»8H 2 1X25 
0 mm Dynamax™5MOD S ^ A±T, 

Tir h- h : 0. 0 0 5MA^>7M>i*S 
50 m: y -)V (50:40: 10) SlOrnl /»T 
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[0 0 7 7 ] 

[^ss^j] gam 

4- (2, 2-v7D : £/^DyDejl/) -1- (2, 
6-y^PD-4-h'J 7MP^fJl/7xZJl/) - 
1, 2, 3-FU77-JI/ 



*fe2 0fflftft* (2 1 Omg) *yot*;|/A (4 10 
ml) Stfy^7DD^^> (2ml) KjgA* Lfcjgjg 

*Sf^HU I 5A (* (0. 2ml) *H2 0 0m 
g) &I>lft^>yJl/ h U Xfjl/7> ; E-') A (10m 

g) tin*, c<D^m^^u^ri emm, mv<mn 

(* (0. 2ml) *l:2 0 0mg) 5? )V 

hUxfJl/Ty^-OA (lOmg) £iJ0X., $bC4 
BM. bfc. Kffift** (100ml) TWIT 
y^DD^> (10 0ml) TttffiU 
IT, tt«-r«*T*l««*IU, ^nD^^>:A+ 20 

(3 : 1) TfttH-rSv'U*^ (5g) *7&>7 
□ Th^77^-Timi, ««{t£W*<SS6<B» 
ffittHft: (m. p. 156-158 TC) £LTf#bn 

<5 (CDC 1 3 ) : 7. 7 6 (2H, s) , 7. 2 0 
(1H, s) , 2. 88 (1H, dd) , 2. 20 (1 

H, dd) , 1. 94 (1H, dd) . MS (It— 

yi/— ) :M/Z [M + NHJ 4 9 7. 9;C,,H f B 

r j C 1 j Fj Nj + NH.| <DM%mt&4 9 8. 0 o 
[0 0 7 8] MM 2 30 

4- (2, 2-y^DD y^Pyn^) 1 - ( 2 , 



6 - y^DO' 



1 



3 - h u TV— ;u 



'Hfe2©*«{t^* (2 0 Omg) £h;UX> (5m 
l) Jc»^L&»ttfc, 7x^ (hU?oo^f;W 
7K^ (3 0 9mg) £JO*_fco 2g£rfe£7 0t:T6P#ffi 

SlW7x^ (hU^pp^fjH TKffi (3 0 9m 
g) J£JS$5£1 0 0tT8MlJDiL, 

lT16B«^tL EfSttS* (100ml) T 40 
»lTy^DD^^> (100ml) TfflfcBU W« 

^^SfffltSy'J*^ (2 0g) *7A^D7h^ 

fle (m. p. 1 34-1 36*0 iltft^nt. 
6 (CDC 1,) : 7. 7 8 (2H, s) , 7. 18 
(1H, s), 3. 03 (1H, t), 2. 20 (2 
H, d) . MS (If-txyi/-) : M/Z [M + NH 
,] 4 0 7. 2 ; C, z H 6 C 1 4 F, N 3 +NH, c^H^ffi 4 
07. 0, 50 
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2 -y^P^y^P^P h°;U) 



-1- (2, 6-y^PP-4-h'J7MP^^7 

S!ffi5tf)«lIffc'&$S5 (2 0 Omg) ^yp^Jl/A (1 
ml) , y^7DD^> (0. 5ml) Rtfx^/-;i/ 
(0. 1ml) *iftth'JC?A 
(* (0. 1ml) 1 0 Omg) Stflft^>y^ 
h UX^Jyt-CA (5mg) £*ax., £0)^% 
*SS»T3BIUI, »L<«#Lfc. R**S* (10 0 
m 1 ) TWRLTX-f^ (10 0ml) TttfflL, * 
ii^^llTMgSO,T«L, JtiB-LT, <6« 
T*ST«#»ltU C18y'J*±, ^MtbT7 
th-HU;k*:>^y — ;U ( 6 0 : 3 0 : 1 0 ) £ 

5 (CDC 1 1) : 7 . 7 8 (2 H, s ) , 7. 18 
(1H, s) , 6. 5 6 (1H, s) , 2. 8 8 (1 
H, dd) , 2. 24 (1H, dd) , 1. 94 (1 
H, dd) . MS (it— ^^yi/- ) :M/Z [M + N 
H 4 ] 5 17. 9 ; C.iHi B r, C 1 , F, N»+NHi© 
SKK15 17. 9„ 

[0080] mm± 

3- (2, 2 - y^D^y^PyP^I/) -1- (2, 



6 - y^ 7 DD- 



h'J7MP^^7xxjl/) -f> 



K— ;u 

BS7 0«ift§« (2 0 Omg) ^7'PW^A (4 
ml) Rtf^DP^?> (2ml) Kjg** LfcigiK 
fC, 7km<k~J- h V O I* (* (0. 2 ml) 4 J ^2 0 0m 
g) fttf^fb^Ov^ h 'Jx^l/Jy^-^A (10m 
g) Zm^fz. ZLCDM^^MX- 1 6PSWJ, ^b<« 
tfLfco JSiS^J^7j< (10 0ml) T«LTy^DD 
7<37> (.10 0ml) TttbttlU tii^itTMg 

SS^y^DD^^ / : ^\^it> (1 : 5) Tjgfcii 

■rs->u*y;u (20g) *7A^P7hy77^-t 

6 (CDC 1 i ) : 7. 72-7. 90 (3 H, m), 
7. 2 0 - 7. 3 0 ( 2 H, m) , 6. 92 ( 1 H, 
d) , 6. 84 (1 H, s), 3. 02 ( 1 H, d 
d) , 2. 12 ( 1 H, dd) , 1 . 9 4 ( 1 H. d 
d) . M/Z [M+NHJ 5 4 5. 8 ; C 1J H, 0 Br J 
C 1 i FjN + NHj <DWmi&5 4 6. 0 . 

[0081] mmmb 

3- ( 2, 2-yyPty^P7°P^) -1- (2, 
6 UU- 4 - )V3ru*?-)l7 -6 

SSI o<B3s«{fr&«r (2 o g) synt*M (8 0 
ml) , zs!7nn*&> (4 0 0ml) RtfX^y-Jl/ 
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(20mi) mj* a (h 

z O (4 0ml) tC4 0g) S^fift^>y^hUX 

Tp;i/y >^-«y-A (o. 8 0g) ^iDx.^o u©g&» 

S/E^£* ( 1 0 0 0ml) TfRLTy^DD^/ 
( 1 0 0 0ml) TfflfflU W*iS#*#*LTM.g S 

?iS^> ? ^no^^>TJ§tBT^>f>U*y;l/ (1kg) 

«feOifA«H#i:LT»6nfc. 10 

5 (CDC 1 j ) : 7. 7 0 -8. 00 (3H, m) , 
6. 98-7. 16 ( 1 H, m) , 6. 80-6. 94 

(1H, m) , 6. 5 0 - 6. 7 0 ( 1 H, m) , 2. 
98 ( 1 H, d d) , 2. 24 (1H, d d) , 1. 9 
4 ( 1 H, d d) o 

[0082] mmme 

3- (2, 2-y7a : £y^oyDW -1- (2, 

6 - y ^ D □ - 4 - h 'J 7 WD Jl/7x^JP) - 
1, 2, 4-HJ7»/-;U 

ffiftl 3 ©*«Yfc'&*| (6 0 Omg) &^P^E*:;PA 20 

(20ml) Wy^DD^^y (20ml) \zm&L 
fcmmz. *»ftthU«>A (0. 4mlC0H I O4 , H 
4 0 Omg) RtfJfiffc'*>> ? ;i'h UI^T^- 1 ?^ 
(10 Omg) £}JD;t, ^CD«B-»*ajaT3 HM, St 
L<«#bfc. SJK«f** (10 0ml) T«LTy 
^od^> (100ml) .T»UJU W«IIi#£#lSg 
LTMgSO ( T««L, HIT, ft**"* 

»jgu > ? ^DD^^>T^tH*r^vu^y;i/ (20 

g) *7A^OYh^77y-TSS!f^i:, *H{t£ 

(5 (CDC 1,) : 8. 18 ( 1 H, s) , 7. 7 6 
(2H, s ) , 3 . 10 ( 1 H, d d) , 2 . 4 2 (1 

H, dd) , 2. 10 (1H, dd) . MS (if-^rX 

ZfU— ) : M/Z [M + H] 4 7 8. 3 : C,,H.B r, 

C 1,F,N,+H©l«ltt4 7 7. 8 0 
[0 0 8 3] 7 

4- (3 -yp^E-r y^-^ ity-;!/- 5 — r;io - 1 - 

(2, 6-y^np-4-hU7J^n^^7xz 
- 1 , 2, 3 - h U7 7-^ 
«fe 1 4 ©ftllffc^* (1. 0 6g) SitXfjl/ (2 40 
5ml) Rtf* (2. 5ml) fc*3&^Lfc»***^< 
*#U 'J 1 ? A (0. 6 5 8 g) M 

y^D^^Ay^K+yA (0. 7 0 3 g) £fi*tt 

t^AJJPF + yA (0. 7 0 3 g) £in*.. 
SrSS^5«pmSH*Ufc. d — 9 U — X/\*# 1/ — 9 — "T? 

(60ml) LT/K ( 2 X 5 0 m 1 ) TiSt*£L 

Jfc. t«lS»8LTfi»l (MgSO.) , ftijiLT 
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5:5) TiSfcti-rSvU* (lOOg) #^Ai70-7h 

(5 (CDC1J : 8 . 2 0 ( 1 H, s), 7. 85 
(2H, s) , 6. 9 7 (1H, s) o 
[0 0 8 4] jjajffljj 

3- (3 -ypH y^^ity-;i/- 5 )V) - 1 - 

(2, 6-y»PD-4-m7;i/tP^f^7xX 

Sri i 5 £)|g!ift:£r* ( i . 0g) ^ffixfjb ( 2 5 
ml) fttf* (2. 5ml) fc»^bfc*«**^<« 
#U ^d^^TK^Ttr U^A (0. 5 4g) TkZ$i/7 
D^M7;i/H + yA (1. 4g) ^O^trJtiD^yco 

(50ml) f:«^LT* (2x50ml) T*5fc 
tiIS»*LT«*L "(N-a, SOi) > iSiS 

^?>T»fflnyU*yjP (50g) iJ7A^D7h 
^77^-T*8nt, SHfc^tttfafiH* (2 8 
4mg) tL/T»e.ftft. 

5 (CDC 1 3 ) : 8. 0 ( 1 H, d) , 7. 8 (2 
H, s) , 7. 7 (1H, s) , 7. 3-7. 5 (2 
H, m) , 7. 0 (1H, d) , 6. 6 ( 1 H, s) . 
[0 0 8 5] MM 

1- (2, 6-y^DP-4-m7MP^^7i 

-4-3 — H- 1, 2, 3-h'J7V/— ;U 
1- (2, 6-y^7DP-4-h'j7Mo^fJl/7x 
-4-MJ/?;k>U^-l, 2, 3-h'J77 
(EP-4 0 0 8 4 2-A1 ; 1. OOg) £^ h 
7tFP77> (20ml) S*f? 
H^T-78 C CT\ hU7**P*S« (6 2 3mg) 
RtfH^Sl (7 16mg) *iP*-fco EJfctt* 1 

-frfc. KJ£4»£«ifiLT«*£* (100ml) T#R 
L, (10 0ml) TttfflLTW«ffl#£#« 

U MgS0 1 Te*S*TitIl/ v ftftTSiTiH* 

(2 : 1) T*»tljn*7Ai7D7hi? r 77>f- 0>U 
*, 10'Og) T»»tSi, »«ffc««***J»fi0>IS 
Utt^K (m. p. 1 9 4— 1 9 5 *C) izbTtt^n 

[0 0 8 6] 1S2 

1- (2, 6-y^PD-4-m7MD^fJl/7x 

-;[/) - 4 -x^-rz;i/- i , 2, 3-hU77-^ 

ISl^M^ft (5 0 Omg) ^y^fMJ|/A7 

^ H (50mi) \zmfrl-fz.mwz, hU^;nfxi;V 

SB (7 1 5 m 1 ) R^r (h U 7xZJ^X7 

>T » /I^OA (0) (5 Omg) SrJjD*.*:. K*K* 
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&mmT. lOOtTlWMl, * (10 0ml) 
T^RLTX-^l/ (10 0ml) TilHl, *T«Bi# 

(3 : 1) T^tHT^^A^D-Th^^- (>-U 
5 0g) TffiiSTScb, SMfcdtttfa&Otiratt 
«Jl (m. p. 10 9-llIt) tl/t§5ftft. 
[0 0 8 7] ggj£3 

2-7$7-4-y7y-l - (2, 6 - P P - 4 

- hj 7MD^f;P7x^) -3-3- f bf p— ;[/ 10 

(2, 6-y^DD-4-hU7iW 
-4-y77 tfD—;U (EP-3 7 

2 9 8 2 A 2) £7thZhUJP (20ml) 

N-3— KJUflSft-f 5 H ( 7 0 3mg) £fiO 
K.feo R«««aST3 0»Mlt»b, * (10 0m 
1 ) T«lTX-r^ (10 0ml) T«jftL/to W 
»I»*»«LTM g S a TftiSii:, iHSLT, ft 

=Mf> (7 : 3) TWi)^7A^n7h^77^- 

(5"U*. 2 0g) T*WB-r*t, *»fc'&***«ft«) 20 
*SJM£»S (m. p. 130~132t:) iLTflbtl 

[0 0 8 8] g^fe4 
4-y7y-l - (2, 6-y^DD-4-hU7;^ 

p^^7x^Ji/) - 3 - g — H e a— ;i/ 

Sfe 3 <D^m{C%*fo*J- h7hHD77> (120m 
1) IfflSt-^ (4ml) £ 

&58»*6U SKy^DD^> : ^\^1f> (7 : 

3) T»a-r*'>u*y;i/ (soog) t^a^p^f 30 

(m. p. 118-l-2 0t) iLTftSnfc." 
[0 0 8 9] ggffi5 

3 - -> 7 7 - 1 - (2, 6-y^PP-,4-hU7M 
D^^7xZJ|/) -4-If^b!D-^ 
Sffi4tf)3lflffc^ (2. 5 0g) =&y^fM^A7 
^ H (100ml) izmfrlsfz^mz, h'j7'^t:z 

(5ml) &<^r hr^X (hU7x-MX7>{ 
» /^fy^A (0) ( 3 0 0mg) £j(jn;L7Co EJttt 
£^StT> 1 OOtTlWIMb, CKTDg^SrftJS 40 

> (7 : 3) T»tb"T*v' , J*y;P ( 5 0 0 g) 77^ A 

^□vh^77^-t«s!ni, *sft^»**afi© 

*3jfi14@# (m. p. 5 5-6 Ot:) ilTi^nto 
[0 0 9 0] 

l- (2, 6 -^^pp- 4- hU7;i/^-py ^;u37 X 
x;io - 3 > 

3, 5 -y^PP-4-7MP^>V' h U y)l^V H 
(1. Og) ^y^fMM7^ H (10ml) \zm 
frlsfzmWilZ* 3-»^K/F-^ (6 2 3mg) 50 
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RtfJ9«rtUtf A (5 9 3mg) £jja;i, S^ttS 9 0 
(2 0 0ml) T*JKU X— (2 0 Om I ) Tj* 

ch, *«fb^«d^Scfi^ttfttt*K (m. p. 167 

- 1 6 9<C) ilTS^tlfc. 
[0 0 9 1 ] 

1- (2, 6-y^nD-4-hU7^tD^f;i/7x 
XJI/) - 3 -Xf^K> Hz^k 

M^^hU7x-WXfc^A (7 14mg) £ 
Th7tHD77> (20ml) K:»*>L,fc»ttK:. £ 
iTOttr, n-y^UU^^A (0. 8m U 2. 5 

^ (7 0 0mg) ^rJbDA^o S*»**6^1^m* 
#U ^n£*-e»^bfc 1 0 %^ftT>^EX^A7K?g 
m (50ml) IZQWT, X-^Jy (100ml) Tjfi 
U)U ^«tK (50ml) T«LTMgSat« 

y^DD^^y : a+^> (7 : 3) TiStti-r* x 
U*yjP (lOg) ^7A^D7 h^7 7-f-T»»t 
£<h, *H<b-&«^8feSlft©iBatt«K (m. p. 8 5 

- 8 7t) tbTflbta^ 
[0 0 9 2] MS 8 

1- (2, 6-y^PD-4-m7MP^^7x 

xAj - 6 -^;i/^p-r ;u . 

3, 5-y^PP-4-7WP^>yhU7MU K 
(3 4. 5g) ^y^fWM7^F (2 5 0ml) 
izmfrlsfzmWz. 6-7WPOH^ (34. 5 
g) Rtftfift^U^A (20. 4g) Srin^-fco ZlCDig 
0X:T6^SD^b, S 6 1 6 »M« 

EjS4£j£tK ( 1 0 0 0ml) T#RU ^ 
1*> ( 1 0 0 0ml) TtttHLfc. W*iS#€:#llliU 

6 (CDC 1,) :. 7 . 80 (2 H, s ) , 7. 62 
( 1 H, d d) , 7. 20 (1H, d) , 6. 96 (1 
H, dt), 6. 76 (1H, d) , 6. 62 ( 1 H, 
d d) o 

[0 0 9 3] m&9 

3 -y'a=E~- I - (2, 6-y^PP-4-h'j7M 

□ ^fj|/7x^;i/) - 6 -y)VJru ^> K— ju 

»tt8<0S»t£tt (3 7. 8s) *N. 11 -z?* 7)1, 
**A7$H (2 0 0ml) t^^LfcJgJKfC, N, N 
-^*^;U*JUA7 5 K (2 0 0ml) 4>£>*S§ (6. 
8ml) 6 1 0#ra**ttT*TLTfiDA, SJEStteKS 
Tl'^rfW«l*bfc. C<BEje*&*, 7^-7 (10m 
1) &yy^MM7-hU7A (2. Og) S:* (1 
0 0 0ml) «^lfcg*T«lt^W> (2X 
5 0 0ml) TJSfcHU M g.S 0 4 Tft«*-&TjlEffl 
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6 (CDC I,) : 7. 8 0 (2H, s) , 7. 6 0 
(1 H, dd) , 7. 2 2 (1H, s) , 7. 0 8 (1 
H, d t ) , 6 . 6 4 ( 1 H, d d) o 

[0094] mm i o 

1- (2, 6-y^Da-4-hU7Jl/tD^^7x 
gJU) - 3 -X^-;i/~ 6 -7 > F— )V 
SSffi 9 <D*»b-&* (4 4. 3g) ^y7fMM7 
^ H (4 0 0ml) HU7?;Hf- 
Jl/ffl (35ml) ZcZfirh?** (hU7i-MX7 

n^WK (o) (2. 7g) £jp*_fc. 

X^^>) n^WI* (0) (2. 5g) £iJP*_, CCD 
fcmV0*7 0rT2 4RFfBJ0}»bfc. EJEfi^ftSft* 

•>U*y;U (1kg) *7Ai?D7b^77^-T»IB 

(5 (CDC1J : 7. 74 (1H, dd), 7. 80 
(2 H, S ) , 7 . 2 2 ( 1 H. s ) , 7 . 0 2 (1 
H, dt) , 6 . 8 0 ( 1 H, dd) , 6.60 (1 
H, dd) , 5. 80 (1H, d) , 5. 30 ( 1 H, 
d) o 

[0 0 9 5] ffifcl 1 

3 -T ^ 7 - 1 - (2, 6-y^DD-4-h'j7^t 
D^fj^izM -l, 2, 4-hU77-;k 
5 - T $ 7 - 1 - (2, 6-y^DD-4-h'j7M 
a^jl^xx;!/) - l , 2, 4-h'J77-^ (6 
0:40 g)g£jfe) 

3, 5-y^DD-4-7WD^>7h'J7WJ K 
(1. Og) ^y^f;i/^A7^ K (5ml) \Zi&fr 

isfcmmiz. 2, 4 - h U7 7-^ 

(3 6 0mg) StfRBWUtfi* (2 9 6mg) £UP 

x.> c^ig^ft^r 1 0 ox:x-2mmmvrzo Kfcmz 

^JS£T#r£U zK (10 0ml) TWLTX-f^ 
(10 0ml) TttHJLL #«affl«t<6»-r**T 

[0 0 9 6] gg 1 2 

1- (2, 6-y^nD-4-m7MP^^7x 

- 3 - 5 — F — 1 , 2, 4~hU77-Jl/ 
Mfe 1 1 (Dmmit^m (600mg) ^y3-H^^> 

(4mi) mmmt -y?^ (2m 

1) ^DD^T, S«**S[aTl«FlKI«»b, * 
(10 0ml) TttRLTI-fJP (100ml) Ttt 
HJU ^ftSMgS0 4 Tft«Sft*i8L, ft&ftflg 

(10:1) T'»tBn*7A^D7h^77-<- (~> 

u*, loog) TWH-rst, 3Mit&ta<D&tfin& 

©#gfl (m. p. 1 3 0 - 1 3 2t) i:LTt#^n/: 0 
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[0 0 9 7] 3 

1- (2, 6-^PP-4-m7MD^f;i/7x 

- 3 -Xr^~ 1 , 2, 4-h'J7^ 
BSl 2<^^||fb'&% (2 0 4mg) SN, N-i^^^ 
*WA75H (3ml) h U ^ 

;H£n;UiB (2 9 1 m 1 ) F7 + X ( h 'J7x- 

;|/*X:7-r» rt^WK (0) (5mg) ^J[JPAfco 
RJS**SE*T\ 9 OTCT? 5«H1BJP«»L, «»tSST 

10 U*y;P ( 1 0 g) ^J7A^07h777^-T»St 

««{fc^«**e6G>*ss, (m. P . 97-99 

[0 0 9 8] 1 4 

1- (2, 6-y^PP-4-hU7MP^?;i/7x 

-)D - 4 -x^-;u- 1 , 2, 3-m7 N /-;u 
©ft 1 (Dmmvc^m ( 2 5 . 02g), hu^f;k>u 

;uyir^l/> (2 6 0ml) RtfiM V 7 P P tf;PT^ > 
(2 3 0ml) £^ h5tKD75> (700ml) K 
39ft* (I) (0. 4 6 5 g) W 
20 PdCl z (PPh,) , (0. 865g) £SP*_fco S 

t> > ? ^DD^^>T^tH"r^f>u*y;u (3sog) 
^7A^D7^77^-timt, ^fe<7)^-r;u 

#)6«K£fh7tKD77> (5 0 0m 

fj[/7>^^A (9 0. 7ml) SSSTbTDO^fc. 

ife^TK (2 5 0ml) TWLT> mt^^U> (4 0 
0ml) TttWU £n*r*B*£i*T (MgSOJ K 
30 SU fi*t*STi5EI«LT,' :ft«^oP/J 
> : '\*U-> (9 0 : 10) TfiStHT* v U (4 
OOg) *7A^D7h^77^-T«SUc. 

5 (CDC 1,) : 7. 93 ( 1 H, s) , 7. 82 
(2H, s) , 3. 3 8 (1H, s) o 
[0 0 9 9] gffil 5 

1- (2, 4-b07)U*n* 3 L )l>7x- 
- 3 -x^-~;k > F— ;U 
40 3, 5-S^nn-4 -7;U*n^>^/h U 7;i/^*U F 
(4. 7 9g) ^y^5 1 M^A7^ F (25ml) Jl 

3 -xg 1 — ;k > K-;u (2. 9g) 
»tf*B*U!5A (2. 8 4g) £fiP;l> CCOg^ 
S, ^?SIJ?H^T> 9 0*CT3Sf^JP^U, SSKSa 
T— ttJKttSttfc. -C0Rj£;%£* (10 0ml) T* 
'\*tf> (2 x 1 0 0m 1 ) TttlHLfc. WISH 

T, ^-ttyiSSx^l/ (9 7:3) T*ttrr*>'"y 
(3 OOg) A7A^P7h^77^-f«fit 
50 S«ffc^**«aeB{*: (1. 3g, m. p. 12 
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0 - 1 2 2TC) <fcLTf*S*lfc. 3 (3H, s) . 

6 (CDC 1 i ) : 6. 9-7. 8 (7 H, m) , 3. 



(51) Int. CI . 7 »8U8B-% 

A 6 1 K 31/41 6 0 2 
C 0 7 D 209/10 

249/06 5 0 2 

249/08 5 1 2 
413/04 



F I 

A 6 1 K 31/41 
C 0 7 D 209/10 
249/06 
249/08 
413/04 



6 0 2 

5 0 2 
5 12 



